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Serial No, 1«»88,400 HANTKEetaL ••[yr...;-^ -^^^^ 

' ' AP'PENDix II: . \'y'\.'r'^'f -\.r 

Enter new Qaims 26 as in(£cated in .t^ 

1. (previously presented) Rate^coAtrbllerd release particles, 6iDmpTisxpgy:] 
in a polymer inatrix consisting of a hcwno- or copoljro^: 
nylpyrrolidone, an active ingredient as a. .spltd. disspersion.^ 
piolymeric matrix and from 5 to • 25% b.w. of liyjteMyproj^^^ 
cellnlose, and optionally furtter comprising , a siirfac^anlb^ . a^ 
wherein the active ingredient is 

a con^nnd of formula I . : = 

R3 . •■ ■ ■.^** ;*....;. 

a If^oxide^ a pharmaceutically acceptablie .addition salt or 
ebchemically is^erio form thereof, wherein'" 

y is CR5 or N;' • V/ * 

A- is CH, CR* or N? . 
n. is 0,1, 2, 3;or 4; 

Q is -HR1r2 or when Y is CR? then Q may also be hyxitrx^ 
Ri and r2 are each independently selected from hydrogen, hyd^^ 
Ci-ijalkyl, Ci«i2alkyloxy, Ci-i^alkylcarbonyl/ .Ci-isa 
bonyl, aryl, amino, mono- or di(Ci_i2alkyl)aad;noy-; 
di (Ci.i2alkyl ) aiKdnocarbonyl 

wherein each of the aforementioned Ci.i2^alkyi group/a mjay ^o^ 
tionally ahd each individually be sttbstituti^d with one ^^i^ 
isubstxtuentB each independently selected from, hy^^^ 
kyloxy, b3rdi:oxy-Ci-6aikyloxy, carbokyl, Ci^^alkylox^^^ 
cyano, amino, Imido, aminocarbonyl, aminoc^bohylainind^ 
or di(Ci-«alkyI>amino, aryl and Het; or 
Rl and R? taken together may form pyrrolidinyl/ piper idinjl> :mpr'^ 
pholihyl, azido or mono- or di(Ci-i2alkyl>i^^ 

is hydrogen, , axyl, Ci.ealkylcarbphyl, Civ^^lkyl/ Ciy6?^lKirifco^x^^^^ 
carbonyl, Cj.galkyl substituted with Ci_$aikyloxycart^ 

each R< in^Jependently is. hydrcxy, halo, <ii^.^fBa^s^r 'C^okk^l^ 
cyano, aminocarbonyl, nitre, amino, . trihaii^thyl, tri*a^^ 
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Serial No; I0SW8M0O SANTKE'^tdi ^^'^^^^^ 

. thyloxy^.'.or When" Y*- is CR^ th"eii- R* iriAy ••'^l 
substitutidd vfith cyano or aioiiio. carbptt^^ . / 

is hydxogeri" or Ci.4al-kyl; "\ 
i. \ • iB^^Xl^R6 .or -X^-Aik^R? -wh^xeXK ■•■ '. 

R« and R*^ each independently are phenyl ^ 

with one, two, three, four or five sbi^iatituei^ 
dependeetl^ selected vtTOni • h^lo^ '■ ■. hydi^xy ^* - ■ ^ 
Ci^^alJcyi-oxyy Ci^^alkylcarbonyi, Ci^^^iiksijpi^ycf^ 
myl, cyanp, nitro, ainino; and trif ladrc«S^%K$^^ 
is- CR?"'then::;.R* 'and R"'- 'may ' ialsa be' . seli'i&etfed / ^f 
substituted, with one, two, three, four five 
ents. each independently selected from funinbc^arbptzyl 
haloTOthyloxy and trihalomethyl; ■<xc 
and r7 . may also be . selected f rc»k • iiidajniy 1; ; or i^ 
of said i-ddanyl or indolyl may- be .e«bi€£tut^ 
two, three, four or five substituents 
selected . from halo, hydroxy, Ci-gaikyl,/" 
Ci_6alky Icarbonyl , Ci^gcLl^l^loxycarbKimyl.^ fiqiiii^t^^^ 
- nitro, --amiho^ .and trifluoro^thyl; 

X} etod* X* arer.ea£5h independently -ris^-^ ^i:. r^^^m^ 
-S-, -S'(r=©)"- or -SC=0)2-^.\."' 
• Alk is 'Ci^4alkaniediyi; or \ . '^'^iv- "-^vv:* i 

when Y is CR* then L may Also be ©ejected frdro^^^^'C^^^^ 

kenyl, Cs.ioalkynyl, C3.7cyclpalJcyl, or Ci-i^^^l%l sisfcs^ 
with one .6i two* s^ubstituents. independeintly' s^ 'fripas 
. . G3«7Cycloaljcyl, indanyl,^ indolyi and phenyl,; 
nyl, indai^l and indtolyl may be stibstattited^: 
. thr^e, four or wheret possible five substitxxieiat^ e^ 
dehtly selected - from halo, - liydrbscy:, Ci-« 
. cyaiho, aminoc&rbonyl ,. Cx-^aIkylp3q^iar£K>n^l , ;. :riE:^myjti.j::' 

; ^tmino, trihaloitethyl, trihaldroetlryloxy and Cx-.|ali^lc^jS^^ ^ 

. aryiis phenyl 6r phenyl substitxrted witlt one, two, thie^^^ 
■ .-jive "•^ssbstiltuents each •ihdepett|tently. :'se-aj^b*e^^^ 
• 'I'Cit^^UcylV Ci-«alkylci3cy , " oyano , 'hitxo ■aiid ^ixdMj^^ 
;.Het is- 'aii/ aliphatic jor^ .#ra 

,|)hatic heterocyclic . radical. ±& sel^ctied'v.i^ijii^^^ 
pipexidiny-t,^.^ -hci^pipexidinyl,. • pip^raz±nyl:.ir>;^\i^^ 
;tr'ahydrofiiranyl' and. tetrahydT'OthienyX. '••"•<'*■■;:■>:; v!:--;""'^: '^V-' -^^^ 

'wherein '-e4cSi'''--of- ' said aliphatic . het^rosb^^ 
tio'naily. be 'jB^bstituted with .ail' oxo. /group ;^/•^ifi■d■^^^ 
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heterocyclic radical is selected: frbw^^ 
. thier^sri/ pyridyl, pyriraidinyl, pyxaz 
wherein eaich ;pf said aroinatic heterocyclic rii^^ 
tiohally : he.. .Bidfcstituted with hydros ' ■C - 

■ or-' -a cG9iipouhd.-o£---'foriaula ix •'• '"V •^ ' i 'i-ti:---'"^^^^ 



Q 



the 2/-oxides, the phanaaiceatically acxiTept^ii^ 'idditiio^^Sisa^^ 
quaternary aaiines . and the atereoch^icsillyf^^^^ 
-thereof-r -wherein 

•-bl=b2-C( r2^) =b3-b4=. represents a bivalent radioar 'p£- ioi^^s^-^-. 
-CH=Cfi-C<R2*)-CH-CH= (b-1); ^■. 
-»=CH-C(R^*)-Ca-CH= (b-2 ) ; . . " : 

• -C^N-C(R^*)-CH-CB= (b-3); . ']r ,\ 1-%' ' 

^N=N-C(.R2'»)=CH-Cfi= (b-7>? ': f::}'. S'- ' 

q is 0, 1, 2.; of Vfaiere possible g is 3 or 4;. 

Ri is hydrogen; aryl, formyl/ Cugalkylc^l^^ ti:.^^!^^ 
C2.|5alkylo3cy«axboay^ Ci^^alkyl . spbstitut^. 'v^ 
Cx-eaikylcarbonyl, Ci.^alkyloxyoarbonyl ; 

R^* is cyano, ' aminocarbohylr mono- or di<inethyl>aiiii^^ 

Ci^galkyl substituted vith cyanb, kmihocaj^nyi: or^^^^^^i^^ 

di( methyl )aminocafbbnyl, Cs-^alkenyl s«ibat:i€u^.d 'p^ts^^^ 

or C2.6&lkyhyl substituted with oyano; . ' '-'K::'' 

each R^ indeperiderrbly is hydroxy^ halo, Ci^eaikyl option 
stitu ted with cyano or -C{^p)R«/ Ca^ydycrlo^^^^ 
optionally sujbstituted with one or more • halogen ktcHOS 03?lv'^^ 
ano, C2^€a[lkynyl. optionally substituted with (brie or; jmpi:&\f^^ 
- gen atons "ar- oyano, Ci-talkyibaiyy Cile^tii^i<xs^ 
hoKylr cyanO/ nitro, ainino, mono- or di(Ciie¥i^i)axttiiti^^^ 
halcinethyl, polyhalomethyloxy, : polyhalp»eithyit .'rr^\'^:)<;>Bfir:' 

-C{"«OT)-R^ 6p.-^ radical, of foriiia^a . • ■ ■ ' ^'•/^^ r.: . 
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wherein each A independently i^ -H,. CB or CR*? • 

B is UHr 0/ B or BR^; '} - ' ' .V^"'"- 

■ • p . is: 1 or 2; ^andr ^ z-^/;/-.';-" *' 

is Biefehyl, amino, mono- or dimetbylawdno dir 
thyl; • ■ • ; : ;"" \. ^ .y" 

L is Cx-ioallcyi/ Ca-ioalkenyi, C2-ioalkynyl, ■C:^::^jcy6iH'9^1i^l 
whereby each of said c^liphatic group iniay be aubs 
one or two substltuents independently, se'le^j-ted fiocs^ ;', : 

* "Cjj.T^pcXoitlfcylr- 

* indolyl or isoindolyl, eacfh optionally siibst^^ti^ 

one r two, three or four substituents ' each indep4ndent;']ty 
selected from halo ^ Ci-galkyl, hydroxy^ Ci-^alkylbxyv c^y 
aminocarbonyl, nitro, amino, polyhalcaraethyly' 
' ■ loacy-'and ■Ci;.6alkyicarbonyl, ■ ■. **'. ■• v- / : ' ' r '- ••■j^]- 

* phenyl, pyridinyl, pyrimi<iinyl, pyraz:iJiyi. [or pyiida^^ ; 
wherein each of said aromatric rings TOiay opti^ 

stituted. with one, two, three, four dX; five sufafatit^^ 
each independently selected fr<» the s.ubstituehtk^ def ii^ie^ 
in r2; or 

L . Is -X-R3 wherein' 

R3 is phenyl, pyridihyl, pyrimidinyly pyr«zinyi c^^ 
nyl, \diereln each of said aromatic xingisyTnaiy-ii^o^ 
be .substituted with one, two, three., fb^ir- dr flv'^e'^a^^ 
tuents each- independently selected from the stibsiitii^^tk 
' defined in -R^* 

X is -KHl-, wNH-NH-, -N=Ki.^ -0-r, ('^ -C^ 

-S(-O)--. or .-S<=0)2-; y. v " J.'^v 

Q represents hydrogen, Ci-galkyl, halo/ jk^iylia^^ 

-NR*rs- and ' -r'^C;!- : ^ 

and .R^ are each independently selected from hyditrogenyy 
Ci:_i2al*^^r Ci_i2aiJcyioxy, Ci^i2alkylcarbonyl, • 
.. \ bonyl, aryl, . amino, mdno- .or di(Ci_x^lkyl.)ja^^^^ mofto^ : or': 
di ( Ci.i^talkya ) ami^occ^ 

/herein each of the aforeah^ntioned Cijpal}^^ 
tionally and each individually be eiri>stituted 
subs ti tuents '^shh. independently selected' froi^^^ 
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Serial !^U!)^4«0^ H/tiSTIKEetaL . ' v^O^ 

kyloxy, hydroxyci-^alkyibxyv ca^thoxyl i Ci^^^^'ky^ 
'". cyanOr ami^io; imino, mono- or di(Ci;i6alkyl.>iajniiE^, , 
thyl, p61yi^alomethyloxy, pQlyhalomethyltihio/ ; V ■ 

. -C(^jR«>-.a3ryl-and Het? or " •: : 

and taken together may form pyrrOiidinylV pipericjfnyi 
pholiiiylr azido or mono- or di.{Ci^iz^l.lfLyX)e^^ 

Y represents hydroxy, halo^ Cs-Tcycloalkyl / C2,6^1*ifefliyi 'd^ 

ally substituted with one or xMre halogea ait^^B G^^eiai^B^y^!; . 
optionally ^substituted with one or lao^e hal<>gen- attOT 
kyl substituted with cyaho or -C("0)R*, Ci^al^kyIoxy>. Cji*^ 
Xo^carbonyl, carboxyl, cyano, nitror " a^ jckali^ 
di (Ci-e^l'tyl ) amino / ^lyhal^EDe:t;hyl> polyhal<»ip(^t:^yl<>^y ir polyhk;^ 
Icanethylthio, / -S(=0)pR6, -lllE[-S(«0)pR«^ -c|«0)R^^^^^^^^ 
. -C(=^0)Hm!iH2> -NflC(=0)R«r -C(NH)R« or aa^fi 

arylis phenyl or phenyl substituted with oner two; tfereeir IfdJiw: or ' 
five substituents each iii^pendeirtly . . 
Ci-^aUcyi, C3_7cycloalkyl, Ci^e^lkyloxy/ byaap, nxtroi>^.^'.^^p^ 
loCi^^aikyl.-' afilid polyharoCx^^alkyibxy;''- ' V*;. . =.';" . 

Bet is an aliphatic or aromatic heterocyclic itadic^lf 

said aliphatic heterocyclic radical Is selected iroah. pyrirpii-e- 
. dinyl, piper idinyl, hc^oopiperiLdinyl , piperat^i^n^ 
nyl, tetrahydrofuranyl and tetrahydrpthle^y;! !:wh^rein . -en^^ 
said aliphatic heterocyclic radical inay ojitlioi^^ sutiS^i:^* 
tuted with an oxo group; and. said aromatic heterxi>qVcri^ 
cal is selected from pyrrolyl, furanyl, \thienyl, K^idii^ir : 
pyrlmidinyl pyrazinyl and pyridazinyl wherreiift ei^^ 
' arcHoatic hetex€>c:yclic radical may • opt'ioiij^ly ' .}be ;.su£M^i^im.t^^^ 
with, hydroxy r 

or a cod0()O'und of forouila. ill 




a N-oxide, a phamiaGeutically acceptable additijofe ^ait 
nary amine or a stereiDchemically isomeric^* form, Jthw^ 
-al?^'2*a3=a*-'" represents a bivalent radical ".pf • ;pchcvxdljsc' ' • ■•V-/'.-^ : 
-CHi=Ge-eH=CE- (a-1); 

omoj -li- 



,PAGE my RCVD AT 9/1/2p 5:12;51 PM JEastem Dayl^^^ Time]' SVR;USPTO-^^^^ CSID:2026590105' DURATION |mm<s):0M2; 



Fax sent by : 2626590105 NDDQ LLP 09-01-86 16:13 Pg: 



li ■ Lb, 6, '1, 2r 3 or 4; and in oa»e . -a^^-iii^^^a?^*- (-a-iyV' -^fe^^ 
may ^Isb l]pe 5; \ -""^ • . v ' J7::•^''^^^r ^ 

. B} ±& hydrcgen/ aryl,." • forinyl , ' ^■ riieaiki^ :-'t?^^yq^ 
. Cx-ealHy.loiycarbonyl ^ • Ci.ealkyl ; siaibst:itu€i&a-V"''-" 

Gi^^alJcylcarbonyi, Ci^ealkyloxycarboiyl ; and . '\'.^\':^'-':''"-'^'^ 

each ijide^maeiitiy is hydroxy^ hi^lb^ Ca-^alkyl' 

stlt^iited witrh tryano or -c< «o JR^;. C3-7Cycioklkyl; /' iCs^^^jal jki^y^ 

optionally substituted with. one . or. more - hai^ 

ano, .C2-6al1cyncyx optionally sabstit^ 

gen atoms or cyano , C i.^a Ikyloacy , C j^^aileyl^iyb^ir 

bbxyl,. cyan:o, nitrbr amino/ ncbno- oar diCCfiici&lkyV^^^ 

halcoASihyl, .p61yhalQntethyl6xy>_ * ftolyhaloiae^t?^^ 

iraCC=6:)^t4,«c(==l3HyR4 or a radical of £bra»uia . ; 

wherein each A Izidependently is VCe or C»f; ; : 

, B is KH^ ' ov S= pr KEt*f ' f^'^P-y \ . • ^ ^^^^^ 

■ p • iis 1 or 2; and ' -.'^ '•^'*! 

is methyl^ amx^o, mono- or disiet^hyiajDino 03:;.p^^ 

L is C4-icyalk;^ly . Cj-ipalit^ny.lr. ; Gj-X'&a-^kyny^lV^^ 
whereby each of said aliphatic gtopp may;/ 1^^^ 
•oifie , or two s-ubstituel^s independently /'seleiifte^^ 
•♦ ;C:j^70ycloal.kyl, \ r ' ^ [-..' V \;. » 'v' 

* indolyl or . isoindolyl, each ojsti^nally si^^ti^ii^^ 
one,; two> three or four substituea^ts each^^^ 
eeLected from halo, Ci-^lkyl/ hydroiy^ Cir-fifii^ij^ 
aminocarbonyl V nitrOy amino« polyhal^^ib^^ 

idxy and Ci^ealkylcarbonyl,- /■ \ r..:-'. \yr^/:,yf\\'i^y 

* phenyl^ pyridihyl >. pyriraldinyi/ . jp^ 

• wherein; each' "i^f said "aroDiatac xiniSB 'may i^dptionalXy' -''^^ 
stitutedVvi'th- one/ two, thxiee, fouTr or " Ei^e: ^.©ibistdbti^^l^^ 
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Serial !*>,10^,4»0 HANTKB«i^ msmizw 

each independently selected from thi siabstitueiits idfef ined; 
in .R?? ;or ' ' • " 

L ■ ' is -x-r3 wherein ■ 

R3 iB phenyl, pyridinyl, pyrii^dinyl, pyrazinyl or 
nyl,. wherein isaoli, of aaxd -^osb^ 

he substiibuted with two, three, f bux tii:: f iye sub^^ 
each independently Selected, from the -sxib^ii 
in R^jp-and 

-&(=0).- or -S(=0)2-7 • ' > 

aryl is phenyl or phenyl substituted vitii otiG^' 'pw^^' thi^eejv - fp^ 
or five subetituents each independently selected fipaiivjj 
Cx-^alkyl, C3-7cyploalkyl, Ci^^alkyloxy, c:yanio> nitro, >i>b43^ 
loCi.&alkyl and pdlybaloCi.^allcyl63cy, ;! ; 

or a compound of fomtula IV 



the phamiaceutically acceptable acid addition saltis and 
eocbeanically isqiserlc forms 1:hereo,f, wherein 

and R2* are .eaLoh independently selected from h^kjo^eri? " hy<^^ 
amino; Ci-6aifcyl?. Ci-6alkyloxy;. Ci.€aIkyloar*OT 

carbonyl ; Ar^ ; mono- or di ( Ci.ealkyl yamino; = mb^c^^ or ii i( Cilsai^^' 
kyl ) aminocarbonyl ; dihydro^2 { 3if ) -f uranone ; Civcalkyl : 
tilted with one or two substituents. each ind^^ftd^ntljj?- ^ jfije^ • 
leoted from ^amino, JjnlnO, aminocarbbxxy 1 ^ AminocarbdnylMfa^o, 
hydroxy, hydroxyci_^alkyloxyr car boxyl , mono- or di(Ci^cal^ 
kyl) amino, Ci-gaikylo^y carbonyl and thienyl; or v.. ': -v. 

Ri and R2 taken together may form pyrrolidinyl, .pip^v-i^^^^h^^ 
pholinyl, azidb or memo- or di<CiL6alkyl)am±no^ 

R3 is hydrogen, Afi, Ci-ealkylcarbonyl, Ci.e^^tSri/ Ci^ 
carbonyl^ Ci-^alkyl Bubatituted with Ci-^alfcyibi^ 

R^r RS, R«, R7 and R' are each independently seli^ted from 
gen, hydroxy, halo, Ci.^alkyli Cu^etikylo^; cy^inO,^a^^ 
b<Hiyl, nitro, amino, trihalome^Ayl or ; tiriheilom^ 

L is Ci.xoalfcyl, Cs-ioalkenyl; Os-joalkynyli CijVcyclpial%^t^^^^ 
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Serial Now MV«M^'"' . / . HANTKEetnL. V /M:'.^^BS|^^ ' 

I* is €i«ioal*S!?l si2bistituted with t>n^ . or two 'ei^fctiei^^ iride-V 
pendently -sel-eicted f rom Cs-yCycloalkylj * " '^^i^.JcJ- - 

indolyl or. iidplyl substituted^ with-" one;- 
Bubstltuehts ;^aph Independently- set^ted.- *!^^ 
. Ci^ealfcyloxy, cyano, '^OBdjixyc&iitbd^ ;•■■.^^'v. 
-thyi, _tr±lialon»etbyloxy, Ci.^alkJiacarbonyiV^ ''-'^'k-fe^ 
. . phenyl ' •or- > phenyl ', substituted: • with " one / '-"twciy ^ttojrefeii^^'^^c^ • 

* f 'ive - ^ubgiti't^ents each independently s^l^ctj^/'^^ix^ . *'*••'' — •• 

droxyr C-:i:-^$ali!L7l , Ci.^alkyloxy , ' cyah'O, , ; . aminoca^bi(^y^^^^ • 
••\ smL&Of trihalbfflfethyl, ' trihalo^thyloxy.;* :Cx^43^j^is^ 

andr ' • ■ .' • • %\ /\'"-'r'-:".. • 

• Ari- is .phenyl r.; or- phenyl substituted' " 'wit|i; ohe.,::';tw6. or "t^ii^ 
stittii^ts' ^^h "-.inde^ndentiy selected f i^;i^'b^o/ ■<^^^ 
■■. • Ci-^alkyloxy, cyano, -nitro- or trif ltk)rcMBethyi;;;'' . 
^with 'the ''proviso th^at compounds (a) ..-to (o)' ■ , ;v \C /^-'.^-^^^ 



Go, 
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sixik 'not included, ' : ■ ■■ 
.or a .coiDpb'und' of' 'f bxlbula V • 
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^^''-^^ V=\ ^ "j"^-. 





V . ■ 84.. , ^• .. ' 

• (R^h ■ , . ■^ 

the l/-oxid€ formsv the pharmaceutical ly acrceptais^lHe ai?i)d iii^ 

salts 'arid /stexreo&jiieniLiibally isonifetld * f Oritas " 't hef€i0.f 

wherein • 

n. is .zeror •lr'-2"-or 3; ' •^'i" - '"^ . 'V' 

X is* R or- 'CH.;* . ' " ' \ • :^ 

each Ri iridependently. is halo, nitre, .<jr^s^opywkijha-i' ' tqpiSaSa 

Ci_4alkyl, Ci_4alkyloxy or trif Itioromethyl ; - ; 

r2 is hydrbgen; C3-7alkenyl; Ca^valkynyl^ ajq^jl; 'c 

Ci^calkyl or Ci.salkyl substituted with hy43ro3t^ Cy^^SLl^i^^^ 

C3.7cycl<>alJ^l:or aryly . .r^'^.*":'. 
r3 and R* 'each independently are hydro^ii / ' XJi^^siXiefX le C3^S^<r^^^^ 

kyl or aryt; or ^ 'i^'F'v^s^ 

R3'/and; .taken 'tiQtgetiier form a bivalent 'radlqki;*/:i^R.3-R4.'^^ 

•mula: *' ' ,* • ' ' . .• . -'^^-N- 7^ 

wherein r5«, R5b^ rSc^ |^Sd each indepenitent 
•' Cx-^alfcyl vCxr airyl; and "V /i!;"./' 

aryl .is phenyi-..;or phenyl substituted 'with' o&e,^ifc^ 
stituents: selected from halo^ nitro,^ cy^inedi > • 
Ci^4&lkyl, Ci-4alkyloxy or trif luoromciJthyXy ,. 
or a comipound of. ^formula VI 



the fiT-oxides, the stereocheiaicaliy isbmerdc fb^^ 

•the phariaabeuibicai;iy acceptable acid addiJt:ibn: ; '^^ 

and B tak^ togbther form a bivalent radical of 4^±innl^^^^ 
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(b>/ 




(c). 










-CBz^C(*Q>-: 


(f)/ 



atom: . Aay •' be- i^piaced by • ei.ealHyl;*- ±a , '^he * 'bi^^^m^-.x^^^ >f '-^i^-^ '..C 

.formula . :{di,v {e) ^ (f),- one-, or" two;; iyid^^ 

replaced- by -Ci-^alkyi; • . - / ■ . ' ^-fi'-r ;;' * • ^'-^^Vf 

RV* ,is hydrogen, Ci^^-alkyl or halo; 

R2' 'is hydrogen or .iialo; . " -'•^ : • 

. R3 -is- hy^ix^geiir. Ci-eaXkyl;. Cj.^yclo^Hcylr /^i^^^ 

tuted with 'hydroxy, oxor Ca-ecyeloalfcyl. orr '^ir^i; ;^ • '■' "^^^^ 
Het is . a heterocycle selected fronr the gro»p dp^Ms^ : ; 

- • dine;;. - pyridine .substituted with ' one. or \twx:'^-^ciJI^ 
„lected from Ci:;,6alkyl, hydroxy, Ci^ealkylc^;; : ! 

aiDino/ avoao- OT Or aryl^ -i • 

pyrixtKidisoje^; pyrinidine substituted with One opr^^^ t^ 
• .:4nts selTOied from. Ci-€alkylV;!"hydr5>xy>:. ^ *^ 

; methyl,. 'ainlnoV TOIK)-- or* di{Ci>^6^i?^yi)-5iaiiiio :;dtr'- .-o •'"^v^!= ^ 
tetrazole; tetr5i2ol6 substituted with Cj^ill^ 
triazole; •txx'azble Substituted with one^ or"^t1&*a'/sti 
Sele<3te4 f rqan C^^^ealkyl ^ hydroxy > • Ci-^alkyloxy ^=-^trih^i:^ ■ ;•;',:.■: 

■ amino;- mbnor^ or--di(Ci-^klkyl):^5aaaino;-- •■. \ / ;•" 
/ \' tfeiadiazbi^fe:;; t&iii9td±a;2ole subBtit«te<i\.wiib*i^ 

...;v tuents. -selectecS; from. Ciw^alkyl^ ' hy<iroxy^ -^ Ci-^ 
' [. 'lomethyl , : .amino;^: • lidno-' or di<Ci^eaikyl )-^a«iiib| ;." • \%;. >'iV' *''•;■ ' v ' - ' . ' 

-6x;ad±aizole ■ substituted : with-' one .or two^•.sub6^tl€Ue^^ 
from . Ci.ealkyl , hydroxy, Ci-galkyloxy , trihalctoethyl , . '■'ak^^Of:'-.': 
• •■.mono-^ -or -difCi-^alkyiyainino; 

imidaTOlO; - imidazole substituted with' One /dr-t!*^ 
•selectied frcHff- Ci'^galkyi/ hydroxy^ XZl^^s^X^Si^o^B^ 

■ aanino," mono- -.or 'diCCi-galkylXam'ljkd^; ^ • •/ -^^r- V"' •"' -/i 

■ thiazole ? . • thia^ole substitube''d * - with' o4e :vofc^i"^W ^sXifegti^JB^^ . 
\ ..selected • from-'* Cjl^^^ tiydrosjcy, Cil5aikyli3~i%r^^^^^^^^ 

amino^ iRond^ <>r di(€i«tialkyl}asrino; rJ. 
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Serial NfjIAWiSS^ . /HAKI^-^t aL' .. 

looted- item ICi^e^lkflr -hydro^Cy,. Ci^^aikyi^c^^ 
; amino,' moiiOr-*'or.-d±(Ci^^all^ ' V.. ;. ; ; 

aryl is phenyl phenyl substituted wi^^ 

. : - the .-hieterocyclic radical'- "Hel:'^' i^- "icsii.tte^'^^ 
• Via -a carbon -atOBi. * v.-'- ' ' . '- C 

2. {orxglri&l) Particles accordinigr to claim vtfereiti i 

N-viny^pyrroiidone is. a copc^lyiner with vinyl acfetate.. ''^ ' "'^'r 

4- (previously pTesehtBd) Particles according to cl^iini 1, Ti^cii\c<impt:^^ 
a surfactant ^d: Wherein the surf abtant i» a Vi^ 
c^-tor oii^ or a-:iowr- -ittolecular wei^^t "polyoxyetfe^ 
pylehe .block cbpolyniter, 

6. fjwwioasJy presented) /Particles according /to cia^ii 1^ fur?^ 

pricing • cxtrip :aoid-'' in ^aa^^ of up-'to; 5%"'b-wl; ■ .yj^/iy. 

7. (iafr^vixri^ly accordin?^ to claim: 1>^ >^^ 

hbiap- ojr copolymer ^Of K^^vinylpyiirrolid^ us^edf i in ! WBantS'^^^^^^ 

from 40 to- 70% b*w< of the total tfeight of the 

8 • (origiu&i) Particlea : according to claim 7, • wh^.i^Sa^i' / ^he: • : tiiD^m^^ oir / 
•copblymer of- ;i»-v.inylpyrrolidone is ^used' Ln't^sijBBk^^ 
65 % b^w,.-' . " [ :/\. \, -^-^ * 

10. (previously presented) Particles actcordihg to cl*i^ 1;-^-^ 
Goivtrollf&d-> release • a sustained release-^i- :^ ''\.:\J.yM^^:V^-x.-»- 

11. (pr^vlonaly presented) Particles abedrciing to clSi^S-^^ ^^1^ 
the hydroxypropyl naesthyl cellulose in amounts of^'-^^^i^ 

.•bww.. '' ' ] ' ■ ■ ■: V^:^^^ 

12. (ptevldusly pr^seijted> Particles according to claiift !v 

fcnaing a 'h<»iioge»eous mixture of the: co^ipo&^hts ii- the iiCirfe^Li^f : i'^ 
meitf extruding 'S aid. mixture -knd.l-srhaplng- of '--the ^^Bitiii^^ 

13. (pireviously present^.)' .. Particles" a'cocnrding txx''<iih^^^r6^^i^^ 
compbund selected:; frpiit the. 'group crQnsisting.'.'of . - i .^'^-r ' v 
4-it.4-i(2>i4 r'«-tpri^thyiBheiiyl)aj^ 

trile;';. ■ ..." . 7':"-. >/' **'' 

^-rli^'i (xryanopijienyi ) amino 1 -4r-pyrimidinyll ai^ncyj 

4-i [ 4-amin6-5-^Qhl6ro^$- 1 < 2 ^ 4, 6-tiriiaetbyai^iien^^ v 
-dinyl-] -amino jbe^zObitrile; ■ 

060901 . ^17-- '•"'••■;* X- "^'7 *^ 
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Serial ffeW/WMW HANTTKE^ai. «^ 

4;r[ [ 5-chloro^4-[ (2/4 ,6-triiaethylptenyi) to^ x 

no}t3tenzonitril:fe; . • ■ ^ . V-^^i- v* 

*-tt5-bro^-4-( 4-^cyanQ-2 
' . .behzonitrile; '''■^•\- ' - .:/ :'^S:''''?-'r^^^ 

A-IX 4^amlno-5-cbl6ro-6-;[ { ^^y^^i, 6-«iawt;hsipife t-u 
riAjLdiayr}asdn6]Jbien2onit.rile; .*■••'*'* 
4-t [5-broTO-6-t (4-cyano-2, 6rdiiiiethyXphenJ^l)amittQ^^^ 

nylj-^aBiinblbenzonitrile; . '.^. ./i 'y: i 

4-t r4-aiaino-5-c.hlbr6-6- [ ( 4-cyanoT-2 , S-^dimothil^heuo^^ 
diiiyl]aiftiiU>]benzoaitril«; • . ■ 

4- ( { 4-aiDino^5-l>ramo-6 - < 4-^yano-2 , 6^iimethyi^^henyl^^ 

dinyijaiDlitQiJbenatoAi^xile; ' *^:: ' •^ •. •■ .*v.:. ^ •.■^'^ v^^^^ 

4-1 14-t (2,4,6-txliBethylpheny)amino]-1^3>5-1:riaz± ; 
benzonifr^iie; • .'-■.'•.•W. ' 

4-tt 4-aiainb-6- n 2 6-dichlorophenyl )iaethy 
aiii£ttp)behssonlt:jcile; - 

4-1 r4^l ( 2/€-dichiorophenyl )TCthyl 

a2ln^2*yl)amino-]benzoni1:rile;' • 'i'-.-'-x- '\ "^v^■^::^.:^yN• 

l^ 4- [4- { 4-1 [ 4- (2 , 4^dif luorophenyl) ^4- ( lH-1 /2V4i-tiiazdI-i-yi ; : ! " ; : 
thyl ) -1 , 3^<Jioxolan--2^yl Imethoxy ]ph;eiiyi>-l-pigteit^ 

nylI-3-(.l-inethyletiayl)-*2^imidazo^^^ . =. ; V 

) - [ 2S- [ 2alpha 4alpha ( s* ) J ] -4-l4-{ 4- {4- c l^^iAr^ihl^^ 
H (4-inethyl^4H--l/2>4-triazol-3-ylH^ f f 

yl imethoxyijphenyl }-l-pip«razinyl Iptenyij^2 /4-di.liy-T' : 
dro-2- ( l^methyl-propyl ) -3H-i , 2 , 4-tria^bi-3-<j^ r {'^i: 
a tl-oxid«r a pharaaceutically acceptable a<fciitix>n i^^^^ 
eochemically Isomeric foxro tihereof* 

14. (previou^iy presen Pharmaceutical dosage form, ..cbtf^rlsiii^V^^S^ 
tides according to a claim 1. 

15-. {previously presented!) Pharnaceutical dosage . io3^ 

claim 14, further i<;bzH|>rijB.iAg one or mor^. piraniaoeidcticaliY^^ 
. able-exc'lt>-±entd. ' 

16. {previously . preB0hted) Particle^d aCcbrding to claim' 4^ 

.oaa.-or botih ' of .the follom.Rg feqiilreffients: , j -/[''^ 'H-i.-'^'''^ 

r the surf actant* Ka.&- ,a -flia-value d£- frsom'lO' tb/ilB^^ 
- the surfactant ±d present in ths par tSxrf.^is • 
/ 5 to 20% by weic 
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Serial H<kl^mMO» ■ ' • HANtE&«ijd. ' '-^l^^^iiW^^ 

20. {previously present&d) Particles ag<?ording claiji 1>' consisting - : 
essentially of the activ^e iagredi-ent, . * • : . 
from 40 to 70% by weight of the a hdiRO-^ jOx qcfgoiiiaie^^^ of Nf^^yinyl- 

'p^yrroildoii^^ •.. ■ 
from 5 to 20% by :we±ght of the sitrfaotant, 
up to 5% by weiiglit of citric aoid/ and 

from 5 to 25% by. weight of hydro^^/prbpyl methyl ^elltflole.: 

21. (previously preseht€rf) Particles according to claiA:'2a; (s^ 
surfactant has a H!LB«value of from lO- to' laC ' ■;' ■ 

22 . ipr&vlously presented) Particles according to claim 21 i wh^'r^iri th^ 
surfactant is a PEG-n-hydrogenated t:^astox oil and/oi: Ib^^^^^ 

ular weight polyoxyethylono polyoxypropyl^ene bloifek j coi^ : 

23.. (prev'ioa^ly: i?res^^^^^ Particles according to dlaiiia;! obt^iJ^^' 1^^^^^ 
process cdmprisdlng forming a hpmogeheous mi:^tui:e of fch^ /!c<«EnEk^^ 
nentet in the form of a melt^ extrudiiig said mfelt m aliasing th^^^^ 
obtained extruHdate. . ' " . • 

24 . {previously presented) Particles according t<> olaife 16, c*t^^^ by;; 
a process comprising fonning a hdmpgenTOus mij^ 

nents in the f or^ of a m&lt, extruding fiiailtiii ^^ 

obtained- extradBte. • ' -"•'■''\V.>'*^^ 

25. (prevxQukly presented) Particles accotdi^ftg tb^ claiJoi'^^^^^^^ 
a proceefs comprising forming a hombgelaeous ad.5d;u^^ 

nents in the form of a melt, extruding said inteitviufta//^i^ 
• obtained extrudate. 

26 - ( new) Particles according to claiia 1 , wherein » th^' oi: ; oofpb^ v 

lymer of H-vinylpyrrblidone has a Fikentseher , K- y^i^^ 
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